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NOVELTY - 4-Amino-2-(l-(2-fluorobenzyl)-lH-pyrazolo(3,4- 
b)pyridin-3-yl) - 

pyrimidin-5-yl carbamates (I) are new. 

DETAILED DESCRIPTION - 4-Amino-2- ( 1- ( 2-f luorobenzyl ) -1H- 
pyrazolo(3,4-b)pyridin-3-yl)-pyrimidin-5-yl carbamates of formula 
(I) and 

their salts, isomers and hydrates are new. 
Rl = H or dialkylaminocarbonyl; 
R2 = -0-C(X)-NR3R4; 
X = O or S; 

R3, R4 = H (but not both H) , or alkyl, alkoxyalkyl, 
hydroxyalkyl, 

2-6C alkenyl, alkylcarbonyloxyalkyl, alkoxycarbonylalkyl, 
carboxyalkyl, 

phenyl (optionally substituted by alkyl), 5-7 membered saturated 
heterocyclyl (optionally bonded via alkyl) or 3-8C cycloalkyl (all 
optionally substituted) ; or 

NR3R4 = 5-7 membered saturated heterocycle (optionally 

substituted 

and optionally containing a further N, O or S heteroatom and/or 
fused with 

a benzene ring) ; and 

alkyl = 1-6C unless specified otherwise. 



An INDEPENDENT CLAIM is also included for the preparation 

of (I) . 

ACTIVITY - Cardiant; Vasotropic; Hypotensive; Thrombolytic; 
Anticoagulant; Antiinflammatory; Antianginal; Antiarrhythmic; 
Cerebroprotective; Antiarteriosclerotic; Antiasthmatic- 
Cytostatic; 

osteopathic; Uropathic; Nootropic; Neuroprotective; 
Antiparkinsonian; 

Vulnerary; Anti-HIV; Neuroleptic; Tranquilizer; Hypnotic; 
Antimigraine; 

Analgesic; Anorectic; Anabolic. 

In tests to determine inhibition of phenylephrine-induced 

contraction of rabbit aortic rings in vitro, 4-Amino-2- ( 1- (2- 
fluorobenzyl) - 

lH-pyrazolo(3, 4-b) pyridin-3-yl ) -pyrimidin-5-yl N-isopropyl-N- 
methylcarbamate (la) displayed an IC50 of 0.27 microM. 

MECHANISM OF ACTION - Soluble Guanylate Cyclase Stimulant. 

(I) Directly stimulate soluble guanylate cyclase and 

increase 

cellular cGMP levels, and thus cause vascular relaxation, inhibit 
thrombocyte aggregation, reduce blood pressure, increase coronary 

blood 

flow and potentiate the action of compounds which increase cGMP 
levels . 

USE - (I) are used as medicaments, specifically for 

treating 

cardiovascular diseases, hypertension, thromboembolic diseases, 

dysfunction, inflammation or central nervous system disorders (all 
claimed) . Specific disorders to be treated include cardiac 
insufficiency, 

stable or unstable angina pectoris, arrhythmia, myocardial 
infarction, 

cerebral stroke, transitory ischemic attacks, peripheral blood 

flow 

disorders, restenosis, arteriosclerosis, asthma, prostate 
hypertrophy, 

erectile dysfunction, female sexual dysfunction, osteoporosis, 
gastroparesis, incontinence, cognitive disorders, age-associated 
learning 

and memory disorders, vascular dementia, cranial-cerebral trauma, 
Alzheimer's disease, Parkinson's disease, progressive nuclear 
palsy, 

amyotrophic lateral sclerosis, Huntington's disease, multiple 
sclerosis, 

thalamic degeneration, Creutzf eld-Jacob dementia, HIV dementia, 
schizophrenia, Korsakoff psychosis, anxiety, stress, depression, 

sleep 

disorders, eating disorders, migraine and pain. 



